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AB The title compds . ZJKLX [I; Z = (un) substituted monocyclic or bicyclic 

ring system contg. up to 4 heteroatoms selected from N, O, and S; J = NR7, 
CO; K = NR7, CO, CHR9; L = a single bond, CO, CR10R11, etc.; X = alkyl, 
alkenyl, cycloalkylalkyl , etc.; R7 = H, alkyl, alkenyl, etc.; R9 = H, 
alkyl, alkenyl, etc.; R10, Rll = H, F, CI, etc.], useful in treating or 
preventing IMPDH assocd. disorders, such as transplant rejection and 
autoimmune disease, were prepd. E.g., a multi-step synthesis of 
gycinamide II was given. Compds. I are effective at 0.1-500 mg/kg/day. 
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CN Ethanediamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -N" - (3 -methylphenyl) - 
(9CI) (CA INDEX NAME) 




NH 

C=0 
NH 




Me 



RN 267405-42-5 CAPLUS 

CN Ethanediamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -N 1 - (4 -methylphenyl) - 
(9CI) (CA INDEX NAME) 
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RN 2 674 05-43-6 CAPLUS 

CN Carbamic acid, [ [3 - [ [ [ [3 -methoxy-4- (5-oxazolyl) phenyl] amino] oxoacetyl] amin 
o] phenyl] methyl] (3S) -tetrahydro-3-furanyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 2 674 05-44-7 CAPLUS 

CN Ethanediamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -N 1 - (3 -methoxyphenyl) - 
(9CI) (CA INDEX NAME) 
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RN 267405-45-8 CAPLUS 

CN Ethanedi amide, N- [3 -methoxy-4 - (5 -oxazolyl ) phenyl] -N' - (phenylmethyl) - (9CI) 
(CA INDEX NAME) 




RN 267405-46-9 CAPLUS 

CN Ethanediamide, N- (4 -cyanophenyl) -N ' - [3 -methoxy-4 - (5 -oxazolyl) phenyl] - 
(9CI) (CA INDEX NAME) 
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RN 2 674 05-47-0 CAPLUS 

CN Ethanediamide, N- (1, 1- dimethyl ethyl) -N 1 - [3 -methoxy-4- (5 -oxazolyl) phenyl] - 
(9CI) (CA INDEX NAME) 




RN 267405-48-1 CAPLUS 

CN Ethanediamide, N- [1,1 -bis ( hydroxyme thy 1 ) propyl] -N' - [3 -methoxy-4 - (5- 
oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 
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RN 2674 05-4 9-2 CAPLUS 

CN Ethanediamide, N- (2 -hydroxy- 1, 1 - dime thy le thy 1) -N 1 - [3 -methoxy-4 - (5- 
oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 




RN 267405-50-5 CAPLUS 

CN Alanine, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-2 -methyl- , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




t -BuO— C— C— NH- C- C- NH 
Me O 



RN 267405-51-6 CAPLUS 

CN Ethanediamide, N- (2 -hydroxy- 1, 1-dimethylpentyl) -N' - [3 -methoxy-4 - (5- 
oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 



Page 7 



09/779, 116 



Page 8 




RN 267405-52-7 CAPLUS 

CN Ethanediamide, N- [2- [ (2 -hydroxy- 1, 1-dimethylethyl) amino] -1,1- 

dimethylethyl] -N' - [3 -methoxy-4 - ( 5 -oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 




RN 267405-53-8 CAPLUS 

CN Ethanediamide, N- [2- (dimethylamino) -1, 1-dimethylethyl] -N ■ - [3 -methoxy-4- (5- 
oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 




RN 267405-54-9 CAPLUS 

CN Ethanediamide, N- (1, 1 -diethyl- 2 -propynyl) -N 1 - [3 -methoxy-4- (5- 
oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 
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RN 267405-55-0 CAPLUS 

CN Ethanediamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -N' -(1,1,3, 3- 
tetramethylbutyl) - (9CI) (CA INDEX NAME) 




RN 267405-56-1 CAPLUS 

CN Ethanediamide, N- ( 1 , 1-dimethylpropyl) -N' - [3 -methoxy-4 - (5 -oxazolyl) phenyl] - 
(9CI) (CA INDEX NAME) 




RN 267405-57-2 CAPLUS 

CN Ethanediamide, N- [l- (hydroxymethyl) cyclopentyl] -N ' - [3-methoxy-4 - (5- 
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RN 267405-58-3 CAPLUS 

CN Ethanediamide, N- [2- (4 -f luorophenyl) -1, 1- dimethyl ethyl] -N 1 - [3 -methoxy-4- (5- 
oxazolyl ) phenyl] - (9CI) (CA INDEX NAME) 
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RN 267405-59-4 CAPLUS 

CN Tyrosine, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl- . alpha . -methyl - , 
methyl ester (9CI) (CA INDEX NAME) 
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OH 



RN 2 67405-60-7 CAPLUS 

CN Tryptophan, N- [ [ [3 -methoxy-4 - (5 -oxazolyl ) phenyl] amino] oxoacetyl] - . alpha . - 
methyl-, methyl ester (9CI) (CA INDEX NAME) 
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RN 2674 05-61-8 CAPLUS 

CN Ethanediamide, N- [2 -hydroxy- 1- (hydroxymethyl) -1-methylethyl] -N ' - [3-methoxy- 
4- ( 5 -oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 




RN 2 67405-62-9 CAPLUS 

CN Ethanediamide, N- (1, 1 -dimethyl- 3 -oxobutyl ) ~N' - [3 -methoxy-4 - (5- 
oxazolyl ) phenyl ] - (9CI) (CA INDEX NAME) 




RN 2 67405-63-0 CAPLUS 

CN Ethanediamide, N- [3 -methoxy-4 - (5 -oxazolyl ) phenyl] -N ' - (1 -methyl- 1- 
phenylethyl) - (9CI) (CA INDEX NAME) 
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RN 2 67405-64-1 CAPLUS 

CN Ethanediamide, N- (2-hydroxy-l, 2 -dimethyl -1-phenylpropyl) -N ' - [3 -methoxy-4 - 
( 5 -oxazolyl) phenyl ] - (9CI) (CA INDEX NAME) 




RN 267405-65-2 CAPLUS 

CN Alanine, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-2 -methyl - , methyl 
ester (9CI) (CA INDEX NAME) 




MeO— C— C— NH— C— C— NH 
Me O 



RN 267405-66-3 CAPLUS 

CN Cyclopropanecarboxylic acid, 1- [ [ [ [3 -methoxy-4 - (5- 

oxazolyl) phenyl] amino] oxoacetyl] amino] - , methyl ester (9CI) (CA INDEX 
NAME) 
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RN 2 674 05-67-4 CAPLUS 

CN Ethanediamide, N- (1-ethynylcyclohexyl) -N* - [3 -methoxy-4 - ( 5 -oxazolyl) phenyl] - 
(9CI) (CA INDEX NAME) 




RN 267405-68-5 CAPLUS 

CN Ethanediamide, N- [ (1R) -1- (hydroxymethyl ) - 1 -methylpropyl] -N* - [3 -methoxy-4 - 
(5 -oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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RN 267405-69-6 CAPLUS 

CN Alanine, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-2 -methyl- (9CI) 
(CA INDEX NAME) 




RN 267405-70-9 CAPLUS 

CN Ethanediamide, N- [1, l-dimethyl-2-oxo-2- (1-piperidinyl) ethyl] -N'- [3-methoxy- 
4- ( 5 -oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 
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RN 267405-71-0 CAPLUS 

CN Ethanedi amide, N- [1, l-dimethyl-2- (4 -methyl -1 -piperazinyl) -2 -oxoethyl] -N ' - 
[3-methoxy-4- (5 -oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 



Page 16 



09/779, 116 



Page 17 



PAGE 1-A 

MeO 

NH 

I 

C=0 

I 

c=o 

I 

NH 

I 

Me— C— Me 

I 

c=o 




PAGE 2 -A 




RM 267405-72-1 CAPLUS 

CN Ethanediamide, N- [1, 1 -dimethyl -2- (4 -morpholinyl) -2-oxoethyl] -N' - [3-methoxy- 
4- ( 5 -oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 
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RN 267405-73-2 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2- 
oxoglycyl-2-methylalanyl] -, ethyl ester (9CI) (CA INDEX NAME) 
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RN 267405-74-3 CAPLUS 

CN Ethanediamide, N- [2- [3- (acetylmethylamino) -1 -pyrrolidinyl] -1 , 1 -dimethyl -2 - 
oxoethyl] -N* - [3 -methoxy-4 - ( 5 -oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 
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RN 267405-75-4 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4 - (5 -oxazolyl ) phenyl] -2 -oxoglycyl-N, 2 -dimethyl -N- 
[2- (methylamino) ethyl] - (9CI) (CA INDEX NAME) 




MeNH— CH2~ CH2 — N— C— C~ NH" C~ C~ NH 

Me 0 



RN 267405-76-5 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-2 -methyl -N- 
propyl- (9CI) (CA INDEX NAME) 




n - PrNH - C~ C~ NH~ C~ C~ NH 

I II 

Me 0 



RN 267405-77-6 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4- (5 -oxazolyl ) phenyl] -2 -oxoglycyl-2 -methyl -N- [2- 
(methylamino) ethyl] - (9CI) (CA INDEX NAME) 




MeNH~ CH2~ CH 2 - NH- C~ C~ NH- C~ C~ NH 

Me O 
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RN 267405-78-7 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4- (5 -oxazolyl ) phenyl] -2 -oxoglycyl-2 -methyl -N- [2- 
(4-morpholinyl) ethyl] - (9CI) (CA INDEX NAME) 
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RN 267405-79-8 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-2 -methyl -N- [3- 
(2 -oxo-l-pyrrolidinyl) propyl] - (9CI) (CA INDEX NAME) 
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RN 267405-80-1 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-N- [2- (1H- 
imida2ol-4-yl) ethyl] -2 -methyl- (9CI) (CA INDEX NAME) 




RN 267405-81-2 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4- (5 -oxazolyl) phenyl] -2 -oxoglycyl-N- [2- 
(acetylamino) ethyl] -2 -methyl- (9CI) (CA INDEX NAME) 



0 Me 




AcNH- CH2~ CH2~ NH~ C~ C~ NH"~ C~ C™ NH 

I II 

Me 0 



RN 267405-82-3 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-N- [2- (1H- 
imidazol-l-yl) ethyl] -2 -methyl- (9CI) (CA INDEX NAME) 
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CN Alaninamide, N- [3-methoxy-4- ( 5 -oxazolyl) phenyl] -2 -oxoglycyl-2 -methyl -N- [2- 
(4-pyridinyl) ethyl] - (9CI) (CA INDEX NAME) 
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RN 267405-84-5 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-2 -methyl -N- 
[ (tetrahydro-2-furanyl) methyl] - (9CI) (CA INDEX NAME) 



0 0 Me O 
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RN 267405-85-6 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl -N- (2- 
methoxyethyl) -2 -methyl- (9CI) (CA INDEX NAME) 




Me0~ CH2~ CH2— NH — C~ C~ NH — C~ C~ NH 

Me 0 



RN 267405-86-7 CAPLUS 

CN Alaninamide, N- [3 -methoxy-4- (5 -oxazolyl) phenyl] -2 -oxoglycyl -N,N, 2 - 
trimethyl- (9CI) (CA INDEX NAME) 




MeoN— C— C— NH— C~ C— NH 

I II 

Me 0 



RN 267405-87-8 CAPLUS 

CN Ethanediamide, N- [2- [4- (2 - me thoxy ethyl) -1-piperazinyl] -1, l-dimethyl-2 - 
oxoethyl] -N 1 - [3 -methoxy-4 - (5 -oxazolyl) phenyl] - (9CI) (CA INDEX NAME) 
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CN Alaninamide, N- [3 -methoxy-4 - (5 -oxazolyl) phenyl] -2 -oxoglycyl-2 -methyl -N- 2 - 
pyridinyl- (9CI) (CA INDEX NAME) 
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